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Antiproliferative activity assay against 60 cancer cell lines at the National Cancer
Institute

Primary antiproliferative activity assay was performed on a panel of sixty human tumor cell lines

derived from nine neoplastic diseases in accordance with the protocol of the Drug Evaluation

Branch, National Cancer Institute, USA (https://portal.gdc.cancer.gov). The tested compounds were
added to the culture at a single concentration (10-5> M) and the cultures were incubated for 48 h.
Endpoint determinations were made with a protein binding dye, sulforhodamine B (SRB). Results
for each tested compound were reported as the percent growth of the treated cells when compared
to the untreated control cells. The percent growth was evaluated spectrophotometrically versus

controls not treated with the test agents.

The cytotoxic and/or growth inhibitory effects of the most active selected compounds were tested
in vitro against the full panel of about 60 human tumor cell lines at 10-fold dilutions of five
concentrations ranging from 10-4 to 10-8 M. The 48-h continuous drug exposure protocol was

followed and an SRB protein assay was used to estimate cell viability or growth.
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Anticancer Screening Data of 60 Cancer Cell Lines Assay at 10 pmol/L. Concentration
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Anticancer Screening Data of 60 Cancer Cell Lines Assay at 10 pmol/L. Concentration
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National Cancer Institute Developmental Therapeutics Program

In-Vitro Testing Results Q
H
NSC :D-819784 /1 Experiment ID : 1912NS94 Test Type : 08 o NIN\/NK
Report Date : January 26, 2020 Test Date : December 09, 2019 QNS : Et/N N" s
O
COMI : |1A-924 Stain Reagent : SRB Dual-Pass Related SSPL : 1AMN o
N
Log10 Concentration 15¢ \&e
Time Mean Optical Densities Percent Growth

Panel/Cell Line Zero Ctrl -8.0 -7.0 -6.0 -5.0 -4.0 -8.0 -7.0 -6.0 -5.0 -4.0 GI50 TGI LC50
Leukemia
CCRF-CEM 0.432 2.595 2.653 2.665 0.925 0.644 0.726 103 103 23 10 14 4.59E-7 > 1.00E-4 > 1.00E-4
HL-60(TB) 1.123  3.437 3.446 3.436 1.714 1.314 1.348 100 100 26 8 10 4.69E-7 > 1.00E-4 > 1.00E-4
K-562 0.188 1.712 1.758 1.645 0.486 0.350 0.385 103 96 20 11 13 3.98E-7 > 1.00E-4 > 1.00E-4
MOLT-4 0.541 2.623 2.659 2.608 1.381 0.851 0.913 102 99 40 15 18 6.86E-7 > 1.00E-4 > 1.00E-4
SR 0.251 1.258 1.247 1.141 0.408 0.357 0.392 99 88 16 10 14 3.37E-7 > 1.00E-4 > 1.00E-4
Non-Small Cell Lung Cancer
A549/ATCC 0.437 2.356 2341 2327 1.265 0459 0.718 99 99 43 1 15 7.52E-7 > 1.00E-4 > 1.00E-4
EKVX 0.661 1.958 1.904 1.859 1.274 1.003 0.994 96 92 47 26 26 8.69E-7 > 1.00E-4 > 1.00E-4
HOP-62 0.596 2.074 2.002 1.996 1.208 0.645 0.545 95 95 41 3 -9 6.89E-7 1.89E-5 > 1.00E-4
HOP-92 1.358 2131 2.079 1.978 1.753 1.403 1.151 93 80 51 6 -15 1.06E-6 1.89E-5 > 1.00E-4
NCI-H226 1.411 3.036 2.981 2980 2.273 1.368 1.650 97 97 53 -3 15 1.13E-6 . > 1.00E-4
NCI-H23 0.558 1.861 1.880 1.803 1.114 0.733 0.478 101 96 43 13 -14 7.27E-7 3.03E-5 > 1.00E-4
NCI-H322M 0916  2.380 2.233 2.213 1.752 1.368 1.625 90 89 57 31 48 1.86E-6 > 1.00E-4 > 1.00E-4
NCI-H460 0.326  2.871 2921 2.897 0.815 0.343 0.451 102 101 19 1 5 4.20E-7 > 1.00E-4 > 1.00E-4
NCI-H522 1295 3111 3.030 2987 1.993 1.838 1.697 96 93 38 30 22 6.14E-7 > 1.00E-4 > 1.00E-4
Colon Cancer
COLO 205 0.508 2.459 2489 2444 1.132 0.602 0.470 102 99 32 5 -8 5.40E-7 2.45E-5 > 1.00E-4
HCC-2998 0.734 2.464 2414 2309 1.642 0.651 0.797 97 91 53 -11 4 1.09E-6 . > 1.00E-4
HCT-116 0.308 2.633 2593 2.619 0.950 0.198 0.370 98 99 28 -36 3 4.88E-7 . > 1.00E-4
HCT-15 0.314 1.824 1.791 1.789 0.675 0.435 0.464 98 98 24 8 10 4.43E-7 > 1.00E-4 > 1.00E-4
HT29 0.426  2.500 2.584 2451 0.807 0.511 0.716 104 98 18 4 14 3.99E-7 > 1.00E-4 > 1.00E-4
KM12 0.765  3.209 3.162 3.114 1.548 1.088 1.213 98 96 32 13 18 5.24E-7 > 1.00E-4 > 1.00E-4
SW-620 0.351 2.653 2.654 2.604 0.929 0.801 0.969 100 98 25 20 27 4.55E-7 > 1.00E-4 > 1.00E-4
CNS Cancer
SF-268 0.855 2.661 2.527 2.497 1.790 1.195 0.922 93 91 52 19 4 1.13E-6 > 1.00E-4 > 1.00E-4
SF-295 0.680 2914 2.809 2.813 1.177 0.582 0.455 95 95 22 -14 -33 4.18E-7 4.04E-6 > 1.00E-4
SF-539 0.721 2.732 2.536 2.552 0.989 0.154 0.129 90 91 13 -79 -82 3.37E-7 1.40E-6 4.88E-6
SNB-19 0458 1.689 1.622 1.601 0.963 0.611 0.578 95 93 41 12 10 6.72E-7 > 1.00E-4 > 1.00E-4
SNB-75 1.401 2.494 2277 2209 1.561 1.305 0.706 80 74 15 -7 -50 2.53E-7 4.79E-6 > 1.00E-4
U251 0.520 2403 2.327 2.298 1.249 0.701 0.723 96 94 39 10 11 6.27E-7 > 1.00E-4 > 1.00E-4
Melanoma
LOX IMVI 0.410 2.691 2.600 2.534 1.128 0.230 0.530 96 93 31 -44 5 5.00E-7 . > 1.00E-4
MALME-3M 0.681 1.577 1479 1.449 1.047 0.937 0.980 89 86 41 29 33 6.26E-7 > 1.00E-4 > 1.00E-4
M14 0.377 1.670 1.649 1.713 0.683 0.476 0.411 98 103 24 8 3 4.67E-7 > 1.00E-4 > 1.00E-4
MDA-MB-435 0.682 3.018 2.955 2954 0.421 0.532 0.438 97 97 -38 -22 -36 2.23E-7 5.21E-7 > 1.00E-4
SK-MEL-2 1.121 2.194 2165 2.140 1.880 1.510 1.139 97 95 71 36 2 3.99E-6 > 1.00E-4 > 1.00E-4
SK-MEL-28 0.579 1.942 1.952 1.895 1.274 1.104 0.979 101 97 51 39 29 1.20E-6 > 1.00E-4 > 1.00E-4
SK-MEL-5 0916  3.092 3.108 2.993 1.438 0.976 0.895 101 95 24 3 -2 4.32E-7 3.47E-5 > 1.00E-4
UACC-257 1.066 2.628 2.568 2.502 2.044 2.037 1.987 96 92 63 62 59 > 1.00E-4 > 1.00E-4 > 1.00E-4
UACC-62 0.921 2.919 2.786 2.748 1.254 1.331 1.003 93 91 17 21 4 3.58E-7 > 1.00E-4 > 1.00E-4
Ovarian Cancer
IGROV1 0.523 2.235 2176 2.155 1.245 0.827 0.758 97 95 42 18 14 713E-7 > 1.00E-4 > 1.00E-4
OVCAR-3 0.372 1.287 1.344 1.302 0.446 0.247 0.309 106 102 8 -34 -17 3.56E-7 1.56E-6 > 1.00E-4
OVCAR-4 0.882 1.732 1.688 1.663 1.540 1.263 1.357 95 92 77 45 56 . > 1.00E-4 > 1.00E-4
OVCAR-5 0.583 1.429 1.421 1.413 1.146 0.730 0.890 99 98 67 17 36 2.17E-6 > 1.00E-4 > 1.00E-4
OVCAR-8 0.451 2.183 2130 2.200 1.378 0.710 0.798 97 101 54 15 20 1.23E-6 > 1.00E-4 > 1.00E-4
NCI/ADR-RES 0.510 1.814 1.750 1.749 0.710 0.411 0.432 95 95 15 -20 -15 3.67E-7 2.76E-6 > 1.00E-4
SK-OV-3 0.657 1.727 1.729 1.694 1.198 0.980 0.838 100 97 51 30 17 1.07E-6 > 1.00E-4 > 1.00E-4
Renal Cancer
786-0 0.812 2818 2.786 2.789 1.927 0.741 0.521 98 99 56 -9 -36 1.22E-6 7.30E-6 > 1.00E-4
A498 1592 2177 1.935 2.090 1.472 1.260 1.023 59 85 -8 -21 -36 2.39E-7 8.28E-7 > 1.00E-4
ACHN 0.410 1.786 1.723 1.731 0.922 0.430 0.570 95 96 37 1 12 6.05E-7 > 1.00E-4 > 1.00E-4
CAKI-1 0.652 2.236 2.032 2.058 1.206 0.516 0.501 87 89 35 -21 -23 5.26E-7 4.23E-6 > 1.00E-4
RXF 393 1262 2009 1.960 1.917 1.287 0.809 0.626 93 88 3 -36 -50 2.80E-7 1.21E-6 9.33E-5
SN12C 0.507 2.024 1.962 1.915 1.230 0.693 0.712 96 93 48 12 14 8.86E-7 > 1.00E-4 > 1.00E-4
TK-10 0.902 1.964 1.894 1901 1.737 1.222 0.828 93 94 79 30 -8 3.89E-6 6.09E-5 > 1.00E-4
UO-31 0.736  2.100 1.969 1.949 1458 1.187 1.259 90 89 53 33 38 1.41E-6 > 1.00E-4 > 1.00E-4
Prostate Cancer
PC-3 0.528 2.185 2125 2114 1.211 0.681 0.887 96 96 41 9 22 6.90E-7 > 1.00E-4 > 1.00E-4
DU-145 0.309 1.351 1412 1.417 0.704 0.387 0.386 106 106 38 7 7 6.65E-7 > 1.00E-4 > 1.00E-4
Breast Cancer
MCF7 0.528 2.818 2.681 2548 1.088 0.798 0.933 94 88 24 12 18 3.97E-7 > 1.00E-4 > 1.00E-4
MDA-MB-231/ATCC 0.695 1.548 1.580 1.502 1.309 0.562 0.482 104 95 72 -19 -31 1.74E-6 6.16E-6 > 1.00E-4
HS 578T 1.313  2.369 2.313 2.218 1.597 1.230 1.089 95 86 27 -6 -17 4.05E-7 6.45E-6 > 1.00E-4
BT-549 1.3563 2.682 2.637 2.603 2.052 1.741 1.082 97 94 53 29 -20 1.29E-6 3.92E-5 > 1.00E-4
T-47D 0.800 1.909 1.905 1.828 1.274 1.052 1.207 100 93 43 23 37 7.16E-7 > 1.00E-4 > 1.00E-4
MDA-MB-468 1.188 2127 2.061 2.021 1.297 0.873 0.674 93 89 12 -27 -43 3.18E-7 2.02E-6 > 1.00E-4
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Dose Response Curves

NSC: D - 819784 /1

SSPL: 1AMN I EXP. ID: 1912NS94

Report Date: January 26, 2020

Test Date: December 09, 2019
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National Cancer Institute Developmental Therapeutics Program NSC : D - 819784/1 SSPL:1AMN | EXP. ID:1912NS94
Dose Response Curves Report Date:January 26, 2020 Test Date:December 09, 2019
All Cell Lines
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker DRX500 SF=500.13 MHz {1H} SI=16K SW=10000 O1=4006 PW=12.0 AQ=1.631 RD=0.00 NS=1 SR=6.18 TE=297K 24 May 2016 Opr: Strelenko Yu.A.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.901 RD=1.00 NS=68 SR=32.36 TE=297K 30 May 2022 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=300.13 MHz {1H} SI=16K SW=6002 O1=2401 PW=9.0 AQ=1.352 RD=1.00 NS=1 SR=1.32 TE=295K 27 April 2016 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.900 RD=1.00 NS=140 SR=36.89 TE=300K 7 June 2017 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.900 RD=1.00 NS=99 SR=39.50 TE=301K 20 March 2019 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 01=8301 PW=14.3 AQ=0.900 RD=1.00 NS=156 SR=37.71 TE=298K 30 November 2016 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.900 RD=1.00 NS=389 SR=31.08 TE=296K 6 May 2019 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.900 RD=1.00 NS=333 SR=32.69 TE=297K 8 June 2016 Opr: Daeva E.D.; Solv: DMSO-d6;
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Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 01=8301 PW=14.3 AQ=0.900 RD=1.00 NS=217 SR=42.50 TE=305K 26 March 2019 Opr: Daeva E.D.; Solv: DMSO-d6;
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Zelinsky Institute of Organic Chemistry, Moscow; Bruker AV600 SF=150.90 MHz {13C} SI=32K SW=39058 O1=17971 PW=12.0 AQ=0.418 RD=1.00 NS=98 SR=66.53 TE=299K 10 April 2019 Opr: Strelenko Yu.A.; Solv: DMSO-d6;

©
© IKANI 1A923.1

0,

S 3 O e 2 2gnoey 5 o . o o
°8 29 ©  © @eLwon S o Couanns SN o
B I3 s 5 B S 5 IR ENPNRN RN 2 <o < oo oo o P
Q. — — — — — — e B K e | — w o TN Mmno — —
Y
(]
i
=
3
=
g .
5
3
S H O
S N-_-N-<
A N
i O=<I —
g N N/)\s NYMe
- /
Et 0O m
e
14c
|
|
|
!
.
T T T T T T T T T T T T T T \W T T T
180 170 160 150 140 130 120 110 100 90 80 70 60 50 40 30 20 10 joelu

S35
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.900 RD=1.00 NS=318 SR=40.13 TE=298K 30 April 2019 Opr: Daeva E.D.; Solv: DMSO-d6;
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker DRX500 SF=125.76 MHz {13C} SI=64K SW=31443 O1=13309 PW=8.0 AQ=0.519 RD=1.00 NS=333 SR=104.53 TE=298K 13 July 2017 Opr: Strelenko Yu.A.; Solv: DMSO-d6;
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300K 18 September 2017 Opr: Daeva E.D.; Solv: DMSO-d6,
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Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=7500 PW=10.0 AQ=0.900 RD=2.00 NS=400 SR=1.86 TE=300K 15 September 2017 Opr: Struchkova M.I.; Solv: DMSO-d6;
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0.00 NS=1 SR=1.69 TE=301K_8 April 2019 Opr: Daeva E.D.;, Solv: DMSO-d6;

32K'SW=6002 O1=2401 PW=9.0 AQ=1.352 RD=!

300.73 MAz {1H] SI=
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF
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© Zelinsky Institute of Organic Chemistry, Moscow; Bruker AV600 SF=150.90 MHz {13C} SI=32K SW=39058 O1=17971 PW=12.0 AQ=0.418 RD=1.00 NS=57 SR=66.53 TE=298K 24 April 2019 Opr: Strelenko Yu.A.; Solv: DMSO-d6;
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298K 28 November 2016 Opr: Daeva E.D.; Solv: DMSO-d6;

R=-4.08 TE:
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Zelinsky Institute of Organic Chemistry, Moscow; Bruker AM300 SF=75.47 MHz {13C} SI=32K SW=18114 O1=8301 PW=14.3 AQ=0.900 RD=1.00 NS=239 SR=37.75 TE=298K 30 November 2016 Opr: Daeva E.D.; Solv: DMSO-d6;
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